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lot ^^m^^ bLXtch ^^MM, 

/l^*»^>SUm4ST'2SlX3 6 

zifi/5-D-i^iua\i7yi^)umtf:iii4-o 

7lVijy>{il') -0-l>-yiVO\:yJi^jVm^ 2. 3 
D-'/}Vzi\iyyi^)Vm. 6-0- (C2.2oT;P;^y-f 

IV) -/3-D-:/;P3e5yi^/pa, 6-0- (ffiar 
vP3=¥i^®Rr;P;>^y>f/p) -^-D-'/iv^yiyyiy 
jvmtt:\i6-o-KyY>(/u-/3-D- ^7 y 



7jvij/^fv) - 0 -D-f^)ua\i'^ /i^jumvhhn 
imma] 2' - C2. s-'j-o- (mnv 

^y^JV) -fi-l>-y)Va\fy Ji/lVit^-y^ - 6' 
- h Hodf i'- 3 - ( 5 -O'V C b ] 7 rn 
e:t7xy yt:t{i2' -C2. 3-£^'-0- (ffiST 
;U;&y-f;l') -/3-D-/;Paf ^yj^/U^t^i^D - 
6' - {mi.7lVilJ>{lV:i^i^) -3 - ( 5-<yV 
Cb] yy-iv) Tne^yxyyS:^«:}i-i:tT^ 

[«^9] 2' - (yS-D-^yP^tf^yS^/W^ 
- 6' -hHndfv— 3- (5-<yVCb3 7 
7:i;l') rnt3j-7xyyi^{i'e<0|gaWtc;^^L^ 

1 0 ] m^-mx'hhm^ 1.2, 

3. 4. 5. 6. 7. SX\i9wiM<r>^mmi> 

{mm 1 1 ] i^mm<r>m ■ x^mmhrn-m 

[000 1] 
[0002] 

Ymt'^m^x}v-!i-s-)v^u7mL-^t'^m\^hixx 
[0003] m-. mwm<r>m.. m/^zmm^z-^Mm 

(Glucose toxicity theo 

ry) im^^fix\,^h. i^£hh. 'mm^m;i}^ 

^yx^)y-m^:m^^htMz. Ayx^)ymf& 

Ci^'T^hni^T (D 1 abe t o 1 og i a) ^28 
^1 195(1985^) . i^'Th'-T -1-7 ir 
7(Diabetes C a r e ) . 01 3#. ®6 1 
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[0004} mikmi:^ti>t:ib(^-^(^1imt IX 

^Ttk^Lxmjkmir^t. nmmir^mmmizu 

• >f yKX^y—i^3 y {J . Cl in.Inves 
t. ) ^79^. miSlOM (198 7^) . |5|||8 
0^, B1037S (1987#) . mm87^. US 
61S(1991^)#D. 
[0 0 0 51 7oUx>$rigPg4-ri. 

b. ±u^\irif')ayx'hhyu\^^yt^)Vo-x 
^zm^^m^ix. 7UV Vy b L-C©iR$*il.fJ^{±/h 

yx:iv^y\iism.m.(r>'^wi^mmi\.zwm 

■th;ibim(:>tLXii*). mm. ^al^^y^r^-yb 

*«^$flTV^S C;^bo-^' (Stroke) . ^1 

4^. ^3 8 8H (1983^) DOT. 

bmt^iixh, ^<^tzm\ z.ixtX'ya^)i;yi:m 

[0006] 

i^^miLX 0 b-Thmm} ^m-c-^o^^ 

[0007] 

[ps^^-f s^i^io^a] *f^jJ4, c I D 

[0008] 
[^21 



OY O 




m 



z 



[0009] cfi t > xmm=F. mm^^tfzii^, 
"f-uymxh*). oYimm^ixx\^xhi\'^ymmx 



fitzmxh^. m\iz:m^(^^ttzmw^t:m 

t, ^Xm^tiiru\::^y3.jywmwSi.Tf^<^WS. 

mm^Lo ^^^mimb Lx^£hmmmi\.zm 

[00 10] 

m. Ky^^f ivm^ffiTi^iim Ky'J)\^¥h\ih 

ixh. 

[ 0 0 1 1 ] ^^^(Tymmxhh^'^^zii 
v^•c. •Tx3\:ity3LyyWMb<yV7yy. ^y^y 

t L<\t<yYi-ityjiy^tft\t^ixt>t:'Jyz Kn^t 

Ltm (J-m '<^y'/y'^ymm. tv^a ) ti. ratr 
jj- 7 X y 3 {it < y V7 9 y fi^io 5 1 1 < {4 6 

iiLbm-^Lx\.^^:LbmtL<. b^m. <yV7 
[0012] :mm<^m}^'itxhh^-^ c n t::^ 

^\.z-^th7^ymm/t.tz\ii3)vm'y}vmi'm 
m^xm^ixx\^x{>M mm^ihti. rs 

LX\t. mt\i. ^TA^^^ym. if)V9%y. -feyy. 
fivn-^y. TWy. yx.—tvrv-y. uM/y. 

y . h >^'y . f-o \^yjj,tf^ y ymms^r s y 

[0013] *^Bg(7)ig^«^T$>i.7-ot^7xy y 
^ftc C I D <r)mmb C I : 

Z*J/3-D-;5^;U3t7yi^;USi^c(44-0- 

(a-D-//i'3t:7yi^;i') -/s-D-jJ^/unt^y 
(j:ii<^o«J4C2-2or;u^y^/i^. ffiiST;u 

mm^yY^ )vmi}-hm,iiihmx i i, u < {4^0 

[ 0 0 1 4 ] »^ Lv^-ft-^t LX\i. HSsA C n 
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[0015] mutimmt^it-^t ix\i. x*5 
[00161 mmjamitim-t^^-^b lt{±. 

yS-D-^/Untf^yS^/PS. 2. 3-x-O- 

v-zi^, 6-0- {C2.tf,7}U^y^;u) 

6-0- («r;W3=5f>'®iar;p 

-<y V-^ )S - D - rJ^/u 3 f 5 y i^yi^t'fc S -fb-^ 

[ 0 0 1 7 ] J: OMil/w^a^^-t-^fli^i: LT{±. 

Z*«2, 3-^^-0- (ffiMT/P;^/^/!-) - 

*5T'§. toi^ft, 2' - C2. 3-x-o- ({gar 

6' -hKD=Jfv-3- (5-'<.>y CbJ 77^;U) 
rotjJ-7xy>'t^{J2' - C2. 3-J^'-0- (® 

-6* - (imT)U:f}y^)U:^^i^) -3 - {5-<y 
V Cb:i yy-)V) rot;t7xyi^-C'*2.{b-^3!)^» 

[ 0 0 1 8 ] «!l(^fl»l^lte»*^1- ^{b-^i: L 

TJi. 2' - (;8-D-^^;i^3e5yi^;i'^=^fi^) - 

6' -\iYu^-y-3- {5-<yV ih:iyy-)V) 
[0019] ^WmWi^%X'h^ra\ii:y 

[0020] :^m(r>mmx'$>?>it^ c n av^ 

S#-r -& i: ^^Tf , gP L < {i^^PS4fc:a«ffl 

\>^(,himmmm^^x. m^^^mttiztt/^x' 
^i. ipij^immtLxii. mm. (xd 



'^B^ryrym) mmm (7•>u;«ig-^^U'>A 

mMm^m^mx'h-^xhXK. mi. ^m. 
^(mm^rnixib-yxix^iK -it. mnm 

[0021] *^cO:&5&j£4^TfcSro t:i-7 x / >- 

mm c I D • #a • ^m$>s 

mt. imm^^^zM. 0 . i-ioomg/k 

g. fcOi?ttl~4 0mg/kg, ^fgPS-5^%^t; 
14. 0. 01~50mg/kg. tW^O. 1~1 0 

mg/kgT3!>-S.c03!)^iftU\ ' 

[ 0 0 2 2 ] *^H^«?)^^5J-T'*l.roe^7 X y y 

^ci n 

[0023] 

[ib3] 




z 



[0024] (fit. ie^4l5r£i:ll-Si*^^ 

mi,zi:^mmm^Loh^fth:Lh\,ziir)mt 

[0025] *jS7cKi»4?itatcts!v\ ^^mm^z 

xh^. mmmmizx^ommi-hzbti^xt^. m 
±m^mimizximjtx'ii. mm (mm. ^ 

/UlUi-hV^A (NafeH)^. *^-f^:■f;^4r^ f'J 
•^Atii^^^-fe v-;^ (Synthesis), 1154 55 

(19 78^) sdM(r>ijmizu^xwm-i>ztn^x't 

^^x. nm-tmf, it^mi ox;~3 ox;) x-m 

[0026] ttc. w.m.'^ CI n iza^^x. m 
ij'zs^m^mtit-^X'hi^. *27cS5S 

izX*)^mzM^i>m:Wc{t-^t/^±&ti>m^ 
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[ 0 0 2 7 1 Ht. 9 1 Lxm^ixtz-^^nm 

[0028] imwymmx'h h ^■m<r> 3 . z 
mx'hhit-^. m-m^ CI - b D 

[00291 

[-(1:4] 




OH 



[0 0 3 0] ({iU, miTv-^I^Str^t. fl!l^OiE-t{i 
[0031] 

[fl:5] 




[0032] ({H L . E^tiMSi: ll-»*S-^r-r 

[0033] i?-%m<r)^mx'hhvc^(^ p *> , z 
*«2ai/3fl[*K3i*«r'>/p{l:SiT^/s -o-^^/i^at 
^/i^mxthh^-^. fiP^HS^ c I - c 3 

[0034] 
[^6] 




[I-c] 



[0035] (fit. le^tiiMISi: ii-si*^^r-f 

) X'^.^iXh^-^\i. -fk-^ C I - a3 

JRSCI I n 
[0036] 

[fl:7] 




OH 



[0037] (flL, R" 0{4ffig§ilf^*i!S$ra 

ffi<^)fS^{ituiei:|S|-Si*Sr^-tl>. ) -C'^^til. 
•fk^^SL^O*). /S-D-^^;l<'3e7yi^/l^«02 

[0038]{l:^!mCI in t^fcV^T. ^fe^tL-C 
\im<n^W^tm-th:ihi^X:%hif. k*)mA 

iMx^emammwmt/^. K\>^}zm^ixK>i^v 

m^Lx\.^?>i><7)?:nMizm^^i .i tt/^x-^^. 
[0039] w.m.^m c I - a 3 trdi c II n o 

/U^)UA)l^t'ym. ^WLT/\^-:3^>':(;)Vt'yM. ^MM 

^mh^ti^x:%h , 

[0040] ri/)vm\znmh^wm.^fz\t^(r)^):. 

iz, ?tarF-JiiggiT (»iL<{i-10'C~10 0'C, 
[0 04 1] ^Wm<^Utl.X\i. -thU-^i^Jg, i)'} 

'^wm>>zm\^^^\.z\i. wMz^Lxmi<mt lx 
[ 0 0 4 2 ] tJt , Kmrn^Wb Lx\i. nm-h-^ 

s^/HkSitSii^feS*^, ^<r>imzLX%htih^ 
(^X'hh, 

[0044] ^^w^ffi^mx'hh-m, c i - a d 
•c^$*i5ft^i4, ^^ffymmx'hh^-mi 
cno3*>, zA^ys-D-^^/une^y^/i^^^cJi 
4-0- (a-D-i?'/P3f7y>';u) -e-D-yjv 
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[ 0 0 4 5 ] Ml;. *^aBco^^^-C?)l>fl:^o^ 

[0046] 

QY O 




[0047] (fit. iB^iiffSf: ii-si*s-qrr 

[0048] 

OY O 



pvj 



[0049] ( {H L . A\mm^m L . mm^km. 

?Y 

m 





[0050] *K^f5{±. 3il=5r@iE miM. 

(ti oox:~i 5 01C) •C'Hii-r-s.ctA^'-C'^i), 

[0051] BttSt* At tTli. liffliOliJaSIS. 

[005 2] ciioiBiSiR^EttJv^T. rae>r7x/y 
^ yryMft^i 6 yr ySfli^*^^^tT# 

[00 53]lim-^!HjCl HK^CVD 
[0054] 

[fl:io] 



[0055] (fflU. Z' {4*K«3!»«filg$nTV^-Ci> 

il-Cl^TtJ:V^4-0- (a-D-:/;W3e7y>';U) 

tn-im^^-fh, )X7ri^tLtr-^Yyxyy^-k 

[00 56] 
[^11] 

OHC ^^^^ 



[0057] (fit. IB^IiKifei: 

[00 58]M^{l:^CV)i7)Z' ifi.mm^M 



[00 59] T^^Vy^iJymMW CVD tr/Urhh' 

cv I ] hco^^Risi. nm\.zii 

i:*^-cg=, fUttJ^ti^ (pt^'y-zK xrJ'y-zi^ 

( Di^tt 1 0X;~3 or) X-mm-h ^ 3&«T'§ S . 
[0060] ^^(DTi^JV^imX'h^^. 
/I'flitiiJS*^^ C I - a) ttiM C I I n tOTv' 

^S«WfcTx;P{tt5 c: i: t f# S . 
[006 1]*S^l3j:oT#/^^tyifl:-^Cl n 

[ 0 0 6 2 ] t^e. -ffc^ C I VO mm. OTtc 
£^ Uv::S-afc: J: ^ i i: 4 . 
[0063] 
[{tl2] 
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OY O 



OY O 




[0 0 64] ({Bt. A" lim^tifzymm. ■(te<^E 

( a ) it-m C V I n b^if^i^f^J^ifi^^tzX *) 
/•J-^-;KGr i gnard) ^^MML, 

CVI I n A' (:*5ft*«SSi:LTtt. « 

Sir J: ^m^izm^Ttmmco^^ mniTh'? 

[00 6 5] (b) {fc-^CVI I n fc^b^ CV] 

[00 66] (c)^-&!(UClXD SriiTcUTfl:^ 
[00 67] (d) A' tzmi^i^trm^Lfz^. 

7mm^mmAi,z$mLz . -ft^ c i v3 

( mi t ) . lg««7)#ftT t L < {i^N^T 

[00 68] ai^M^-^CVDti, (i) t/P 
/I' - ^SXM;- (J. Ned. Phara. Qiei. ) . ||5^, 

1 0 5 4M ( 1 9 6 2^) \zwmmim\:.x. mt 

(f. 2* . 6' -j^'t Kodfi^T-bb7xyyfc2. 
3. A, 6-rh7-0-r-fef-;W-a-D-^^;U3e 
7 y i^/wrn 5 K . V AcO^RtTlC-S-^T 

2* . 6' -i^'tKDdfv7'-(:h7xyyi:2. 
3. 4. 6-Th9-0-T-fe-?-/l^-a-D-^^;P3e 
9>'WPrDSHi,L<tt2. 3. 6-hU-O-r-fe 
f-;l'-4-0- (2, 3, 4. 6— rh7-0-r-«r^ 



[0069] *BBaesfci3v^r . mrDvai^i'^b l 

>fyrn.if^i^s, yh^i^m. -(vfh^i^m. te 
r t h ^ v-S^^S: 1 -6cr,mmtfzlimM(r> 
7)l'Zi^'ym^m?> i i: ifitr^ . b 0 *>»t^8KR 1 - 
40t)0*Jift 

[0 07 0] C2-2oT;P^y^;U«i:LT{i. mni7 

nt:t-;l^. >'N*l/'»J;l^. ey\*o.<;i^. ■^'^n^/P 

i*j:^h-(ivm. ^VV^h^}Vm. XTTn>{)\^ 

mm^ 2-20 <m.mt t:.\t^m<^7)Vi] 

^im<^Ti\^:fiJ^)Vmi:mh:LbifiX^. iiOfcft 
[0071] *H3aW4'. yS-D-/;i^3tr7/ 

i'/PiiJi. Ties 

[0072] 
[flil3] 

HC 




[00 73] t^$itSfiKt*aL. 4-0- (a-D 

[0074] 
[flil4l 

HO-i HC 




[0 07 5] T'^?ilSflBtl:^-f. 
[0076] ^fi5f 
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i^y) ICTweenSO {±iiy^r7.9 (1*) i?) S 
t^*5-jD;fC0. 5%Tween8 0*^5ml4'ei 

4Sft:J4aH4SD^7«yK6jii&. lS?3-5E)fc 

m^Hm^snwmkTm^nm (s^*.- 1 o 

Omg/kg/Isl) U^, -3^, jtMSftCfJO. 5%T 
ween80*^?gSr 5m 1 /k s/|fll) S 

mmm. (mg/d 1 ) 3!>»4>^ait^v:24B#s(c#fif$ 

ftS2 0 0gfe:ti5<^S«« (mg/2 
4 h r/2 0 0 gft») tCjSSLL:^. emJimiaiE® 

[0077] 





(insa41uV20qgf^S} 




591±105 


3 


140±10 


4 


461±29 




326.7 ±4 3.2 


6 


12S1.9± 137.2 


7 


n98^±102^ 


8 


582.6±]8.0 


9 


719.9±45.0 


11 


687.6±47.7 


13 


727.7±875 


14 


516.0±9.4 


15 


235.8±20.4 


16 


412.6±33.1 


17 


331.3±39.3 


7 D »; y >' 


12.7±6.9 




2.5 ±1.3 



[00783 m^jj-h^i^mm 0 . mm<om 



[0079] 
[§^3 

mmi 

2' - (2. 3. 4. 6-Th7-0-T-fef-;l'-/3- 

D-:/;^atr5yx/^3^■=^ri^) -6' -tKn^v-r-b 

A/l^hH3 5 0mg. X:^'/-/H 0ml 

fc, 5 0%*iKb^>J'>A*5§S[2mlS"«Tt. Sffl 

-6' -hHD:^i^-3- (5-^y^/CbD 77- 

T^'Un7iy>'^#S. h(^t^t)sbriV 
;U3 8 3mg, *fg'ft*'>^hU'>A2 7 0mgJ:i5 

L^*S'fl:T;^/^:^ h u acox^j- 1 5 

m 1 tJP;c. mSX'2. 5B$^S:iS$-ti:S. ^?^Sr^ 

^?si^*&t^i?x^;i^^]&n;e.. mrnmt: 

^ X U 7 A n V h ^7 7 ^ -t-Wf? t T . 

2' - (/3-D-/;U3t9yi^/l':t^i^) -6' -t 
Hn=^-x-3- (5-^yVCbD 77X;U) 7'oe:t 
7xyy480mg^#^. 
[0 08 0] NMR (DMSO-ds ) ^ : 3. 0 0 
(2H. t. J = 7. 5Hz), 3. 1-3. 4(6 
H, m). 3. 4 7(1H, m). 3. 71 (IH, d 
dd. J = l. 7. 5. 1, 11. 4Hz). 4. 56 
(IH, t, J = 5. 7Hz).4. 93(1 H. d. 
.J = 7..4Hz), 5. 03 (IH, d, J = 5. 2H 
z), 5. 10(1H. d. J = 4. 6Hz) . 5. 2 
5(1H. d. J = 5. 3Hz). 6. 55 (IH. 
d. J = 8. 2Hz) . 6. 68 (IH, d, J = 7. 
8Hz). 6. 87 (IH, dd. J = l. 0. 3. 2 
Hz) . 7. 21 (IH. dd, J = l. 8. 8. 5H 
z). 7. 24 (IH, t, J=8. 3Hz). 7. 4 
6(1H. d. J = 8. 5Hz), 7. 53 (IH, 
d, J = l. 3Hz) , 7. 92 (IH, d, J = 2. 
2Hz) , 10. 98 (IH. s) 
FABMS (m/z) : 467 C (M + Na) * J . 
[0 081] igitB»l2 

2' - (2, 3. 4. S-^Vy-0-T-ti-)V-$- 
l>—/)Va\iv/=y)Vt^'y) -6' -tKndfi^T-fe 

h7xy>i 5 00mg. Kyy Cb) 7^y-5-* 

h H54 5mg, X^y-;H 5m 1 
fc: 5 OX^mjJ 'J '>A*jia[3 m 1 ^?rF t , MS-C 
#^>it^cKJ5?e[tCl 0%a^-^3 0 
3mg2rjD;c. SffT. ^^mjtr<\0. fmkhi. 
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/>'/l^;J-=3fx) - 6' -tKu^v—S- (5-XyV 
Cb] 77-;U) rnt;j-7x/y982mgS:#S. 

[0 0 82] wkms 

2' - (2. 3. 4, 6-Th7-0-r-bf-;l/->9- 
D-i?';P3hr5yi/;U^^x) -6' -tHc^i^r-b 
h7xyyi 2 6 8mg. '^yV [b) yvV-S-ij 
;P^N>Tb H 9 1 1 m g ^MiiM 1 i: nmz.WJ^. 

fflSi02' - (/S-D-^^/Pne^yi^/l'Ji-'^i') 
-6" -tFndr$^-3- ( 5-^yy CbD 79- 

T^'JD7xyy$:#S. *fa^. x:J'y-;P2 0 
m 1 ai/iti!2m 1 <^ii^^jg|t;:^*»L. 1 0%A'7£^' 

ryw+t^^fcL. '?>IRL. ^tr2' - (>3-D- 
^^/Pae^/xyPjf^v') -6' -hHn4f>'-3- 
(2. s-j^'tHo-s-^yy Cb] 77-;l') 7"o 
tr:t7 xy y 9 2 0 m g £#-1. . 
[00 83] NMR (DMSO-dg ) d \2. 8 1 
(2H, t, 5 = 1 . 5Hz). 3. 12 (2H. t. 
J = 8. 6Hz) . 3. 15-3. 38 (6H. m) . 
3. 46(1 H. m). 3. 70(lH.m), 4. 4 
6(2H. t. J = 8. 7H2). 4. 55 (IH, 
t. J = 5. 7Hz). 4. 91 (IH, d. J = 7. 
5Hz), 5. 02 (IH, d, J = 5. 2Hz), 
5. 09 (IH. d, J = 4. 7Hz) , 5. 20 (1 
H. d. J = 5. 3Hz), 6. 55(1H, d. J = 
8. 3Hz). 6. 62(1H. d. J = 8. IH 
z), 6. 67 (IH, d, 3 = 1 . 7Hz), 6. 9 
5(1H. dd. J=l. 8, 8. IHz). 7. 11 
(IH. br.oad-s) . 7. 24 ( IH. t. J = 
8. 3Hz) . 11. 00 ( IH. s ) 
FABMS (m/z) :469C(M+Na)* D. 

[0084] 

gjtw 1 >L nwei LT . nmhwm.'^ti^h . 2 * 

- {^-D-^JV^yivJ-yf^iS^i^) -6' -tHo 
^i^-3- (5-'<.yVCb3 f-XX/U) rnt:t7x 

[0 0 8 51 NMR (DMSO-de ) * : 3. 0 3 
(2H. t. J = 7. 3Hz) , 3. 1-3. 4 (6 
H. m). 3. 47(1 H. m). 3. 71 (IH. d 
dd. J = l. 5. 5. 1. 11. 7Hz).4. 56 



(IH. t. J = 5. 7Hz). 4. 93(1 H. d. 
J = 7. 3Hz). 5. 03(1H, d, J = 5. IH 
z) . 5. 10 (IH. d. J = 4. 4Hz) . 5. 2 
6 (IH. d. J = 5. IHz) , 6. 55 (IH. 
d. J = 8. IHz) , 6. 69 (IH. d. J = 8. 
IHz) . 7. 26 ( IH. t. J = 8. IHz) . 
7. 29 (IH. dd. J = l. 5. 8. 8Hz), 
7. 38(1H, dd, J = 0. 7, 5. 5Hz), 

7. 70 (IH. d. J = 5. 5 Hz). 7. 76(1 
H, d, J = 0. 7Hz). 7. 87(1 H. d. J = 

8. IHz) . 11. 01 (IH, s) 
FABMS (m/z) : 483 C (M+Na) ♦ D . 
[0086] M3t^5 

(1) 6-7'nt'f y^^y-i-:t-;l'3. Olgfci^* 
hHuf^yi. 78gS">''^Dn;>(:?y5 Om U:^ 
St, fU i/x-^Ap - ^;^xyx;^:^^^- h 1 7 8m 
gSrJn;t, SSTl. 5l$IS«J¥-f5. 

ibi<aH- h 'J A^JgT«^ L , «^SrS* 
•t-&. S^iESri'';;&^^y^X7 7A:?Q■7^^5^7 7'f- (^ 
; : pMx^;^) T-SlgL, 6-7'c^-l 

— fh7bKne7x;P;i-4fWyry4. 10gS:^# 

[0087] MS (m/z) :296, 298 (M* ) 

(2) T/PrJ'y^BIMTs xh7bKn77y3mm' 

2 2 8 m g&ya -^SS m gcOS-^S- 
6 CCfcJlgSiU. lSBfL5r*fi3 6-:/a^:-l-Th5 
tHne7x;Uirdfj^^y:J^y2. 6 0g<7)rh7tb* 
D77>^?g5mlS:?ilTfl., jTFUm 7 0X:T' 

K9 5 9mgc0rh7tHo79>^fffl[2ml ^jiTF 

. m% : ^^^V : PKx^;k) X-nmi. l-rhy 
t Hne7x/i.:t^i/^ y^^y- 6 -;*;P^>*;Ut t H l 
081mgS'^|). 

[O 088] MS (m/z) : 24 6 (M* ) 

(3) 2' - (2, 3, 4, 6-Thy-O-r-ti-JU 
-0-D-^JU3\iy>^i^jUt^i^) -6' -tHoj^ 
>'T-feb7xyyi; 1 -■ fh7t Hoe7X/P;t^^-^ 
y:ry-6-;i?/l-A;UTt H5:g)tfi?!ll i:l^«fc:5!SL 

2' - (>s-D-/;w3tr7yx/UJi-=¥i^) -6' 

-tHn^^fi'-S- (1— fh7bHDe7X/i.>j-:^fi^ 
>f y:ry-6-'f;P) rntr;f7x7ySr#l.. 

[0089] FABMS (m/z) : 567 C (M+N 
a)M 

(4) 2' - (/9-D-^^7P3e7yi^;UJr^J^) - 
6' -bHn4fi^-3- ( l-Th7bKne7X/l^:t 
=lfWy:J^y-6-^/l') rDb:t7x/yi l 60m 

si\^'j'jyiom\izmmt.m4(mti. 6 3g$- 



(10) 
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§*LT. 2' - (2. 3. 4, 6-Thy-O-T-^ 
f-;u-i8-D-^^;i'3t7/>';i'3r=^>') -6' -r-fe 
(1— fh9tHntf5~/U?r=¥Wy:/ 
y-6->ftU) rDtf;i-7x/>'14 3 8mg^flS. 

*n°n?-i^2 0m 1 . Th7bH075yi Om 1 . * 

5ml (Dm^mmizmmi. a 5'cx'3mm-tt. 

/PA: r-fehy) -CttgL. 2' - (2. 3, 4, 6- 
fhy- O -r-fe^/P-yS - D -^'/Un f 7 ^ i^yp^^ 
>-) - 6' -T-bhdfi^-3- (l-hHn^^fWy^ 
>-e-^lV) rnh-:t7x/yi 07 Img^^S. 
[0090] FABMS (m/z) : 693 C (M+N 

(5) 2' - (2. 3. 4. 6— fh7-0-r-fc^/P 
->3-D-//l'3tr7yx;l':t#i^) -6' -T-feh^ 

3- (l-hKa^>-f y:/y-6— 7*ot 
^7x 1 0 5 4 m g & f y i/VS 0 m 1 tC^^L. 
p-h;l/X>x/U*-;U^'oiJK3 2 9mgi&iD;l. 7 

nyK150mg^JPi.. 2BSjigS'tl.. tT'JJ^^Sr 

T-»S?tT, 2* -(2, 3. 4. 6-xh7-0-T 
-b:f-;P->3-D-^^;Pntr7/>-;l':t=Jfi^) -6' -h 
Hadf>'-3- ('f >'Ty-6-'f;P) 7'at:t7x/ 
>'&t/2' - (2. 3, 4. e-fVy-O-T^^tV 
-/S-D-^/Pne^yi^/t-jj-^j/) -6* -tKodf 

1 : lii-^6 7 6mgS:#S. 

[009 1] FABMS (m/z) : 633 C (M+N 

a)* ■} 

(6) 2' -(2, 3, 4, 6-xh7-0-T-l:^/P 
-/S-D-Z/Pat^yi^/P^t^x) -6' -tHo=if 
x-3- ('f :^T>'-6-'f;l') rntit^x/yst^ 
2' - (2, 3, 4, 6-Th7-0-T-bf-;P-;3- 
D-^;U3e7/>'/l';t=Jfi^> -6' -hHD^>'-3 
- ('f y-f^^-s— ^/P) rDt3j-7xyyos-^6 

6 0mg^^:?y-;P20m HwS^Us ^^U-^A 

igZiy^Tko. 2ml ^jDi, saTii^fisBB¥-rs. 

2* - (/8-D-:/;P3t:7/x/P^=^f 
i^) -6' -hKo^i^-3- i.^V'ry-b-MV) 



rot:t7xyyai/2' - (jS-D-^^/pntr^/s^ 

/U^j-^^ri^) -6' -hHn3ri^-3- (^^ry-S- 
-f;U) rue:i-7xy:^<?)l : lM-^44 lmg|r# 
-5... 

[00921 NMR (DMSO-dg ) ^ : 2. 94 
(2HX2. t, J = 7. 5Hz). 3. 1-3. 4 
(8HX2, m),3.46(lHX2.m),3.7 
0 (1HX2. ddd. J = l. 9. 5.3.11.7 
Hz), 4. 55(1HX2. t. J = 5. 4Hz). 

4. 93 (1HX2. d, J = 7. 2Hz) . 5. 02 
(1HX2. d. J = 5. 2Hz). 5. 09(1HX 
2. d, J = 4. 7Hz) , 5. 22 (1HX2, d. 
J = 5. IHz). 6. 53(1 H. dt, J = 5. 

5. 2. OHz) , 6. 55 ( 1HX2, d. J = 8. 
4Hz). 6. 58(1 H. dt. J = 5. 5. 2. 0 
Hz), 6. 68(1 HX 2. d, J = 8. IHz). 

6. 88(1HX2. m), 7. 07 (IH, dd. J 
= 1. 5, 7. 6Hz). 7. 14 (IH. dd. J = 
1. 5, 7. 8Hz) . 7. 25 (1HX2. t, J = 
8. 3Hz). 7. 29(1H. d, J = 8. OH 

z) . 7. 31 (IH. s) , 7. 36 (IH. d. J 
= 7. 6Hz), 7. 39(1H, s). 11. 02 
(1HX2. s) 

FABMS (m/z) : 465 C (M+Na) ♦ ] . 
[00 9 3] S!3tW6 

(1)2'- {^-\i-cr)Vrx\^yJi^)Vii^i/) - 
6' -bHa=5fi'-3- (5-'<.>yCbD 77-;U) 
rnt^>j-7x/y4. 44gfci-'^on^:5'y80ml 
'<.yXT;PxhKi;;<^;UT-tr:J'-;t'3. 
0 4g&y^p-h/l'X>'X;P;^>'K0. 19g5-jDi.. 

f^iis^Piix^/ptc^M^i,. :tigii^*ft. ^ 

?§IISr§*L, SS$-i^y;^y;l';&7A^?Dvh^ 
77.f- (^; :?on*;l.A -.y.-^ fSSL 

2' - (4. 6-0-'<>'>''UT>'-iS-D-/;l.' 
3h:7y>'/U:t^>') -6' -bHQ^>'-3- (5- 
<yyCb} 77-;P) rntf^7xy>'5. 84 gS: 

[00 94] NMR (DMSO-dg ) 5 : 3. 0 0 
(2H. t. J = 7. 6Hz) . 3. 2-3. 4 (6 
H. m), 3. 5-3. 6(1H. m). 4. 20(1 
H. t. J = 5. IHz). 5. 17(1H, d, J = 

7. 7Hz), 5. 47(1H, d, J = 5. 2H 
z). 5. 58(1 H, s), 5. 59(1 H, . d, J 
= 5. 8Hz), 6. 57 (IH, d. J = 8. IH 
z), 6. 72 (IH. d. J = 8. IHz). 6. 8 
9(1H. dd. J=l. 0. 2. 2Hz), 7. 21 
(IH. dd. J = l. 9. 8. 5Hz). 7. 25 
(IH. t. J = 8. 3Hz) . 7. 35-7. 55 
(7H. m) . 7. 94 ( IH. d. J = 2. 2H 



(11) 
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z) . 10. 82 (IH. s) 
FABMS (m/z) : 55 5 C (M+Na)* D . 
[0095] (2)2" - (4, 6-0-K>i;Vry 

- (5-<yvCbD yy-iv) rDtrji-7xy 
ys. 7 8g^eyi^'y5 0mU;:ii)SU 

6. 6 5 g^SDi.. m^x'Anwm--ti>. Km.\<zm 

§*tr. fflSii02' - (2, 3-i^'-0-r-fef-/U- 

4, 6-o-'<.yxUT>'-/3-D-^^;i'3e7>'>';u 

75-/t') 7'Of:t7xy>'7. 24 gSrff I). *fa5 
2 0ingf-iSgl OmU^JgfilL. *1. 5mlSt/p 
-Wl'X>'X/l';^yi?4 5mg^llPi.. SO'CTSI^ 

aseyy;&^>;*7A^a7h^^77-f- (^; 

fftSLT. 2' -(2. 3 
- i^*- O - T WI^- /3 - D - //l-n 1 7 / y/l'?!-^ 
i/) - 6' -7-feh*i^-3- (5-<yV Cb] 77 

7'nt;i-7x7i^3 6 0mg^#5. 
[0 0 9 6] NMR (DMSO-dg ) * : 1. 8 8 
(3H, s) , 2. 00 (6H, s) , 2. 9-3. 1 
(4H, m>. 3. 5-3. 8(4H. m). 4. 75 
(IH. t, J = 5. 5Hz), 4. 90 (IH, d 
d, J =8. 0. 9. 8Hz). 5. 11 (IH, t, 
J = 9. 2Hz) , 5. 50 (IH. d. 3 = 1. 9H 
z). 5. 59(1 H, d, J = 5. 7Hz). 6. 8 
8 (1J4. d, J = 7. 9Hz) . 6. 90 (IH. 
d. J = 2. 2Hz) , 7. 16 (IH. d, J = 8. 
IHz), 7. 17(1H, dd. J=l. 7, 8. 5 
Hz), 7. 44 (IH, t, J = 8. 2Hz), 7. 
48(1 H, d, J = l. 8Hz), 7. 49 (IH, 
d, J=8. 6Hz) , 7. 94 (IH, d, 3 = 2. 
2Hz) 

FABMS (m/z) : 593 C (M+Na)* 3 . 

[0097] mmi 

(1) 2' -(2, 3->''-0-T-b^;U-4, 6-0 

6' -T-bb^i^-3- (5-^yVCbD 77-/1^) 
7"otf>l-7xyy7. 20gf:Th7t HD77y-^ 
^/-/|.S?g(4 0ml-4 0ml)fc:?§)!IU. 
*^h'J'>A4. 2 8gai^*0. Sml^Jini. 5 0 

S:i^y;&y';U;ir7A^o-7h^^77^- (il^; ^oo 
*;UA:ifKxf-;U)fmgU-C. 2" -(2. 3-i^' 
-0-T-bf-;l'-4, 6-0-'<.>'>'*';t>'-/S-D- 



^^;U3t:^y£^;P:t=3E-i^) -6' -fcHn=^fi^-3- 
(5-^yVCb3 77-^1^) raif:t7xy:^5. 2 
Og 

[00 98] NMR (DMSO-ds ) 8 : 1. 9 8 

(3H, s) , 2. 01 (3H. s) , 2. 9 0-3. 
05 (4H. m) , 3. 70-4. 00 (3H, m) , 
4. 2 5-4. 35 ( IH, m) . 5. 05 (IH. d 
d, 3 = 1 . 9. 9. 4Hz), 5. 41 (IH. t. 
3 = 9. 4Hz), 5. 58(1H. d. 3 = 1. 9H 
z) , 5. 63 (IH, s) , 6. 60 (IH, d, J 
= 7. 7Hz), 6. 68(1H, d, J = 8. IH 
z). 6. 89(1H, d. 3 = 2. 2Hz), 7. 1 
9 (IH, dd, J = l. 8, 8. 6Hz) , 7. 21 

(IH, t. J = 8. 3Hz) , 7. 38 (5H, 
s), 7. 4 5-7. 55 (2H, m), 7. 94(1 
H, d, 3 = 2. 2Hz). 10. 28(1H. s) 
FABMS (m/z) : 6 39 C (M + Na) * :J . 

[0099] (2)2' - (2. 3-5^'-0-T'b^;W 
-4, 6-0-'<.yi.''DT>'-/3-D-^^;U3t'5/i^ 
/I'Tj-dfi/) - 6' -fcHn:Sfx-3- 

CbJ 77-/1^) rnh-^7xyyi. 21g&Si!l 
5m 1 tC^»L. Tkl . 5ml RtXp - h/Pxy;^;U;^ 
>'i84 3mgf:JlIi.. MST'4 . Sl^^^-fS. 

aat^A'Aiji^y-juyxamLx. 2' - (2, 3 
- i^*- o - r -t f-zi— /3 - D - iJ'/m tr 7 y v/ptt^ 

i^) -6' -t Ha=Jfx-3- (5-O'V Cb] 75 
ri/l.') rot3r7xyy9 l 5mgH#S. 
[01001 m. p. : 127-129*C 
NMR (DMSO-dg ) ^ : 1 . 9 2 ( 3 H, s ) , 
2. 00 (3H. s), 2. 85-3. 05 (4H, 
m) , 3- 4 5-3. 7 5 (4H, m) , 4. 75(1 
H, t, 3 = 5. 4Hz) . 4. 87 (IH. dd, J 
= 8. 0. 9. 8Hz). 5. 09(1H, t, 3 = 
9. 7Hz) , 5. 36 (IH, d, 3 = 1 . 9H 
z) , 5. 55 (IH, d, 3 = 5. 6Hz) , 6. 5 
7 (IH. d, 3 = 1. 8Hz) . 6. 68 (IH. 
d, J = 8. IHz) , 6. 88 (IH, d, 3 = 2. 
2Hz) , 7. 17 (IH. d, 3 = 9. 6Hz) . 
7. 19(1 H, t, J = 8. 3Hz). 7. 48(1 

H, d, J = 9. 3Hz) , 7. 49 (IH, d. J = 

I. OHz) . 7. 93 (IH. d. 3 = 2. 2H 
z) . 10. 28 (IH. s) 

FABMS (m/z) : 55 1 C (M+Na) * D . 
[OlOl]Mit0i8-lO 

S8i087fcl^«fc:LT, itJC-rSl^Hk^*»4>S2a 
[0 1021 



(12) #IH¥9-188625 

ns2S. (-e-oi) 



SI 

it 
m 
# 


OH O 
OR 


R 




s 


CH2OO 


m.p.:$9-93'C 

FABMSCin/iz:):639KM+Na>"^ 
NMRCDMSad^ d ):1.06(3H,t,X=7.0Hz), 

1.12(3H,U=7.0Hz), Z9-3.1(4H,m). 3.4.3.6(7H.m). 
3.7-3.8(lH,m), 3.95(2H.ddJ=13.8.16.8H2X 
4.10(2H,ddJ»9,8.16.8Hz), 4.74(m,tJ=5.9Hr), 
4.93(iadd^=8.0,9.7Hz), 5.18(lH,as=9.5H2), 
5.43(lH,4J=8.0Hz), 5.62(lH.d.J=5.5El2X 
6.58(1H4J=8.1H2), 6.69(1HAJ=S.1He), 
6.87(lH,dd.J«1.0»2,2Hz), 7.17(lH.ddJ=2.5,83Hz), 
7.19(1H,U=8.3H2), 7.47(lH,dJ=9.2H2), 
7.49(lH,d^=1.8Hz), 7.93(lH,dJ=2^z)» 
10^8(lH,s) 


9 


CHjOCHjGD 


m.p.:n4-116'C 

FABMS(in/z>:61 1 [(M+Na)"^l 
NMR(DMSO^d):2.9-3.1(4H.m), 3.26{3H,s), 

3^9(3H,B), 3.5-3.8(4H^>, 
3.93(2H.dd,;«12.9.16.8Hz), 
4.07(2I14dJ«8.5,16.7Hz), 4.74<lH,U=5.9Hz), 
4.94(IHddJ=7.9,9.8Hz). 5.19(lH,tJ=s9,2Hi), 
5.44(lH4>7.9Hz). S.64(lH4J=5.5Hz). 
6.58{lH,dJ=7.8H2X 6.69(lH,dJ=8JHz), 
6.88(lH,dJ=2,2Hz), 7. 17(lH.dd.J=1.8.8.4Hz). 
7.19(lH.tJ=8,3Hz). 7.47(lH.dJ=8.3H2), 7.49(1H^), 
7.93(lH,dJ=2.2Hz), 10.28(1H^) 



CO 103] 



(13) 



!|tffl¥9-l 8862 5 



»2IE (•t02) 















Si 

m 






& 




OR 




R 








PABMS{infe):611[(M+Na)'*l 
NMRCDMSOd^ S ):1.17(3H,U=7^Hz), 


10 


CH3CH2OOO 


L20(3H,U=7.1Hz), 2.9-3.1(4H,m)3,5-3.8(4H,m). 
4.0-4.2(4H,m), 4,70(lH,ddJ=7.9,9.8H2). 
4.74(lH,U=5.9Hr)» 4.95{lH,U=9.dHz). 
5.44(lHAJ=8.0Hz:). 5.7I(lH4.J=5.9Hi), 
6.58(IH4J=8.4Hz). 6.6«lH4J«7.9Ife), 
6.88(lH4ilJ=l. 0,2.2Hz), 7J7ClH.<ldJ«2.0,8.8H2), 
7.I9(lH.tJ=8.3Hr), 7.48(lH,dJ=9.1Hz). 7.49(1H.8). 
7.93(IIidJ=2.2Hz), 10.26(lH,s) 



C0 104]|?ji^l 1 

2* - (/s-D-^^/pne^yv-^pJi-^x) -6' -t 

7 X y y 8 8 9 m g txhdf >^2 5 0 m got: U i^' 

y^?S2 5ml{:, m^T. N, N-h'X (2-;l-^y 
*X7.fyK^nUHl 52 

( 1 0ml -1 Om 1 ) t^^t, h'jx^yl^rsy 
2 0 2mg&Jni, 5 0X:T4 0^^^1f-r5. ^SES- 

ji^)X'nuvx. 2' - (6-o-x^:^^5^T•fef•;^- 
/s-D-^^;^^t^5yv/^J^•^i^) -6' -bHo^i^ 
-3- (5-ov[bj 77x;^) rot;r7xyy 

377mg2:#^. 

[010 51 NMR (DMSb-ds ) S: 1. 0 6 
(3H, t, J = 7. OHz). 2. 99 (2 H, t, 
J = 7.4Hz). 3. 1-3. 3(5 H. m>. 3. 



41 (2H. q, J = 7 
( IH. m) . 3. 96 
z) . 4. 03 ( IH. 
1-4. 2 ( IH. m) 
1. 8, 11. 7Hz) 
7. 3Hz ) . 5. 2 2 
z) , 5. 31 (IH, 
4 (IH, d, J = 5. 
d. J = 8. IHz) , 
IHz) , 6. 87(1 
Hz) . 7. 20 (IH 
z) . 7. 23 ( IH, 
6 ( IH, d, J = 8. 
d, J = l. 4Hz) , 
2Hz) . 1 0. 87 ( 
FABMS (m/z) : 
[OlO6li?it0!ll 2 

mmmi i fcii^tcLT 

[0107] 
[^41 



. OHz) , 3. 6-3. 7 
(IH. d. J=l 6. 6H 
d. J = 16. 6Hz) . 4. 
.4. 36 ( IH. dd, J = 
, 4. 98 (IH. d, J = 
(IH. d. J = 4. 5H 
d. J = 5. 5Hz) . 5. 3 
2Hz) , 6. 56 (IH. 

6. 64 (IH, d, J = 8. 
H, dd, J = l. 0, 2. 2 
, dd, J = l. 8, 8. IH 
t. J = 8. 3Hz) . 7. 4 
4Hz) , 7. 51 (IH, 

7. 93 (IH. d. J = 2. 
IH. s) 

553 C (M+Na) ♦ ] . 
-15 



(14) #^¥9-188625 



»3SE (-f-Ol) 



m 
m 










OH 




R 








FABMS(iii/z):539KM+N^+] 

NMRCDMS046. ^ ):2.99(2H,U=7, IHz), 3^(3H^), 


12 




3.15-3,4(5H^), 3.60r3.7CXlH,ni), 

3.94(1H4,J=16.6H2), 4.00(lH.dJ==16.6K2X 

4.16(lH,<ldJ«6.8.lI.9Hz), 

4.37(lH.ddJ=l. 8,1 1.8Hz). 4,98(lHAJ=7.4Hz). ' 

5.36(lH,d J=5.3Hz). 6.56(lH,d.J-8. IHz). 
6.64(lH.dJ=8.1Hz). 6.88(lH,drr=2.7Hr), 
7^0(lH4dJ=1.8,8.2H2), 7.24(lH4J=8.3Hz). 
7.46(lH,dJ=8.4HzX 7.51(lH4.J=L4Hz), 
7.93(lH4J«Z2Hz). 10.86(1H^) 






FABMS(in/z):«)9r(M+Na)"*l 

NMR(DMSCM%, 5):1.95(3H,s>, X99(2H.U=7.4Hz), 


13 


CHjCD 


3^-3.4(5H^), 3.5-3.7(lH.m), 
4.07(lH,ddJ=6.6.l I.8H2), 
4.28(lH,ddJ=2.aiL9Hz), 4.97(lH,d>7.5Hz). 
5.20(lH4J=4.6Hz), 5.29(1H4J=5.5H2). 
534(iadJ=5^Hz), 6.56(lH,dJ=8.1Hr), 
6.65(lH,d^=8.1Hz). 6.87(lH,dJ=2.2Hz). 
7,20(lH.ddJ=1.8,8.3H2). 7.24(lH,t,J=«.3Hz), 
7.46(lH4^=8.4Hr), 7.51(lH,d^=1.4Hr), 
7,93(lH»dJ=2,2Hr), I0.86(lH,s) 



[01083 [^5] 



(15) 



#IB¥9-188625 



»3« (-f02) 



14 



15 




OH 



Q-CO 



FABMS(rn/t):571t(M+Na)+] 

NMR(DMSC><lfi. S ):Z37(2aU=7.3Hz), 3.20-3.40 

(5H.in). 3.75-3.85(lH^), 
4J8(1H4<1 J=7.5.1 1.8Hz). 
4.60(lH.dd,r=1.8,10.7Hz). 5.D2(lH,d.J=7.4Hz). 
5.28(lH4J=4.0Hz). 5.40(lH.d,J=5.2Hz). 
5.42{lH.dJ=5.3Hz). 6.53(lH.d,J=8.1Hz). 
6.68(lH.d^=8.1HzX 6.86(lH,dcW=1.0;i.2H2), 
7.06(1H,U»8JH2), 7.17(lH,<WJ-1.8,8.5Hz). . 
7.44(lHrfiJ-8.4Hz), 7.49(lH4J-1.4Hz). 
7.52(2H,Wl-7.8Hz), 7.67(lH,t^-7.SH2;, 
7.93<lIW''2.2Hs), 7.9S(2H4>7.0Hz). 
10.28(lH,s) 



FABMSdn/^ 7aS [(M-f Na)**! 
NMRPlk^O-dg, ^)K).85(3H.tJo7.0Hz), 1.10-1.30 

(24H,m). 1.40-1.50(2H.in). 2.20C2atJ=7.7Hz). 
Z99aH,t,J=7.3Hz). 3.25-3.35{5H.m). 3.55-3.65 
(lH,ra), 4.06(lH.ddJ=6.8.11.9Hz).' 
CH3(C3iyi400l4.31(lH,ddJ-1.6,l l.SHz), 4.97(lH4,J=7.4Hz), 
5.24(lH4,J=4.8Hz). 5.31(lH.dJ=5.5Hz). 
5.37(lH4,J=5.2Hz), 6.56(lH4J=8.1Hz), 
6.64(lH4J=8.1Hz). 6.87(lH.d<U=lj0.2.2Hz), 
7.20(lH4dJ=L8,85Hz), 7.22(lH.t.J=8.4Hz). 
7.45(lIW=«JIfe), 7.51(lH4J=1.3Ife), 
7.93(lHAJ=2jafc). 10.92(1H,5) 



[0 10 9]igJiMl6 

2' -C2. 3. 6-hy-o-7-fef-;u-4-o- 

(2. 3. 4. 6-T-h7-0-TH:f-/l'-Qr-D-^^ 

-6' -b HDdri^r-feh7xyy 1 54 Imgt^i^ 
V C b D 7 7 >— 5 -;ir/l'A>x t b'350mg5-Mji 
^lX(t2i:ii|«lfc:«®-rs::i:fcJ:0. 2' -C4- 
O- {a-D-i^Jl^ai^y/u-jU) -^S-D-iZ/Uat 
7yi^/l':t^i^3 -6' (5-0- 
y Cb: 77--'l') 7-nt:;t7xy>'4 1 5mgSr# 

[0110] NMR (DMSO-dg ) d : 3. 0 0 
(2H. t. J = 7. 4Hz). 3. 0-3. 8(14 
H. m). 4. 4-4. 6(2H. broad), 4. 
90(2H. broad), 4. 99(1 H. d, J = 
7. 7Hz), 5. 06(1 H, d. J = 3. 7H 
z). , 5. 38(1 H. d, J = 5. 4Hz), 5. 4 
7(1 H, broad), 5. 60(1 H. broa 
d), 6. 56 (IH. dd, J = 0. 7. 8. 4H 
z) . 6. 69 (IH, d. J = 7. 9Hz) . 6. 8 
8(1H. dd, J = l. 0, 2. 2Hz). 7. 21 
(IH. dd. J = l. 8, 8. 5Hz). 7. 24 



(IH. t, J = 8. 3Hz), 7. 46(1H, d, 
J = 8. 5Hz), 7. 53(1H. d, J = l. 2H 
z) , 7. 92 (IH. d. J = 2. 2Hz) . 10. 
95 ( IH, s) 

FABMS,(m/z) : 629 C (M + Na) * 3 . 
[Oil 1] ^0!I1 7 . 

2* -C2. 3, 6-hy-0-T-fe-f;P-4-0- 

(2, 3, 4, 6— r h7-0-r-t:-f-;U-a-D-:r 

-6' -t]i\D^i^T-th7xyyi54 1mgb^y 
VCbDf-:t7xy-5 -;<^;l'/'C;l'T t H 3 8 9 m g ^ 

wmitrnmizmt^^bizx*). r -C4-o 

- (a-D-:/;U3tf7y£^;l^) -^S-D-iJ^/l-atr^ 
yi^;U^dfi^D -6* -t KD=^«^-3- ( 5-^yV 
CbD f-x:i/P) rnt:t7x>'>'64 5mg^^S. 
[0112] NMR (DMSO-ds ) ^ : 3. 0 3 
(2H, t, J = 7. 6Hz). 3. 0-3. 8(14 
H. m). 4. 51 (IH, t. J = 5. 5Hz), 

4. 57(1 H, t. J = 5. 6Hz). 4. 88(1 
H, d. J = 4. 9Hz) , 4. 91 (IH, d. J = 

5. 6Hz), 5. 00(1 H. d, J = 7. 7H 
z). 5. 06(1 H, d. J = 3. 8Hz). 5. 4 



(16) 
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0(1H. d. J = 5. 7Hz). 5. 47 (IH, 
d, J = 6. OHz). 5. 61 (IH. d, J = 3. 
3Hz). 6. 56 (IH, d, J = 8. 4Hz), 
6. 69(1H, d. J = 7. 9Hz), 7. 25(1 
H. t. J = 8. 3Hz). 7. 29(1 H. dd. J 
= 1^ 6, 8. 7 Hz). 7. 39(1 H. d. J = 
5. 5Hz) , 7. 70 (IH. d, J = 5. 4H 
z), 7. 77(1H. d, J=l. 6Hz), 7. 8 
7(1 H, d, J =8. 2Hz), 10. 97(1 H. 
s) 

FABMS (m/z) : 645 C (M+Na)* D . 
[0113]i?JiW18 

2' - (2. 3, 4. 6^Th5-0-T-l:-^;U-/S- 
.D-^^;P3t:5/>'A'3j-df>') -6' -bHu^Sri^T-fe 

t K 1 . 8 1 ( i ) MiSMl h|Sl#t::RJE, ^aSL 
T#^>ilS^02' - (/3-D-^'/I^3t:7/j^/l^:t 
=SfJ^) -6' -hHodfj/-3- (5-<yy CbD 7 
9::i;W) T^'Un7xyySr. x^/-;P50ml . 1 

0 x-m.'kjj u 10ml (nm.'^mmzmti^ 

i!<ke^l 2 0mg^ji!l!SE{CfflV^-CSET, 



m i>-?.v^ji ( i i ) mm\ 

mmzMM. mLx%t^tth^<^2' - {/3-D 

(5-<yvcbD 77-/1') r:?';D7xyy$'. x 

;l.75yt^'Ji^>2. 5g. 1 0%a-7v'^'A-^ 
1. 1 s^iMLXnKT. Wlsmt^m. fmt:h^ 

SSr >; 7A^ovhi5<77-f -t'»i?-ri> ^ 

-6' -t Ho^v— 3- ( S-'vyy Cb!) 77- 
;u) rnt^7xyy3. 4g2:^6. li^jttffitiSStgil 
lEm^ojiOT'^l>. 
[0114jlSie«19 

[01151 
[^6] 









]& 
m 




OH 




R 




19 


CHjpOO 


FABMS(in/z): 525 [(M+Na)"^ 
NMR(DMkVdg.^):2,99(2H,U«7.5Hz), 3.10-3.40 

(5H^). 3.63(lH,m). 3.64(3H^). 
4. 15{lH,dd^=6.4,l 1 .6H2), 
4.36(lH.ddJ=2.0J 1.6Hr). 4.9S{iacU=7.6Hj), 
5.21(1 H.<y=4.9Hz), 5.34(lHAJ=5.4Hr), 
5.35(1H,(U=5.4H2). 6.56(1 H4.J=8.iHz), 
6.64(lH,ctJ=8.IH2), 6.87(lH,ddJ=l,0,2.2HiX 
7.20(lH,(ky=1.8.8.5HzX 7.22(lH,U=8.3Hz), 
7.46(lH,d,J=8.4Hz), 7.5l(iH4r^=1.5Hz), 
7.92(lH,d,J=2.2Hz), 10.88(1H^) 



[O1163##0«l 

2* , 6" -i^'bKo:3E-i^T-feh7xyyi. 065 
g. ^;<^HS'>A4. 8 3gai/h/I^xyi0 0ml 
<DS-&!ia2rT-<-y • VA^'-^'^g^ (Di en-S 
tark tra.p)Xfmmt^Xifit:^m.th.m 
%t:3 0m\m^t:ik. 2. 3. 6-M»-0-r-b^ 
)V-A-0-{2, 3. 4. 6— ff7-0-r-fef-/W 



i^/pyaS H 1 1 . 4 2 g^jDi.. 1 7^m,th, 

ijy)Vi}yA-7^-7VCry7 ^-X'mmLX2' -O- 
C2. 3. 6-M)-0-r-fe^/P-4-0- (2. 

3. 4. 6— fh^-O-r-b^/P-or-D-^^/l-at 

7>'>'/P) -$-D-y)VOMyyi^)V^ -6' -tH 

D:^i^7-bh7xyy4. 30gSr^ll.. 
[0117] IR(nujol)cm-l:1750. 1 



(17) 
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630 

NMR (CDCl3).5:2. 01(3H. s),2. 
03 ( 6H. s ) . 2. 04 ( 3H, s ) , 2. 0 6 

(3H, s) . 2. 08 (3H. s) . 2. 10(3 
H, s) . 2. 59 (3H, s) . 3. 8-4. 35 

(6H,m). 4. 46 (IH, dd, J = 2. 9. 1 
2. 2Hz). 4. 87(1H. dd. J = 4. 2, 1 
0. 5Hz) , 5. 06 ( 1 H, t. J = 9. 8H 
z), 5. 21 (IH. d, J = 7. 3Hz). 5. 3 
2 (IH. d. J = 2. 5Hz) . 5. 35-5. 47 

(3H. m) . 6. 49 (IH. d, J = 8. 3H 
z) , 6. 7 1 ( IH. d, J = 8. 3Hz) .7.3 
6(1 H. t. J =8. 3Hz). 12. 96(1 H. 
s) 

FABMS (m/z) : 79 3 C (M+Na) ♦ D . 
[0118] 

ymi^ c I D m^mmtfiizmi o imt. m 



miiyu^Ji^yik^l 1-1 OOfgt^St'^SriiJn 

[ 0 1 1 9 1 :^^(r>mmTh^rv\^:^y 
x/^^«c c I D lim&mK . mui. 2' -{$ 

-D-yivny^y y-^iv^i^y') -6' -hHn^fx- 
3- (s-'^v-y Cbj rDt3f7xy>'i 
;^d42' - (2, 3-i^'-0-T-fef-;l'-/S-D-^^;P 
3e7/>'/I^:t^J^) -6' -tHn=^S^-3- (5- 

Is]MntS4 (3000m g/k g ) tr tJEtMiE^* 
[01201 t^oT. *5^^<0^^i)-T'^>.Sfl:-^ 

-(^mmm%m^ttn'% . mm mm. ^ 
yx^)ymm.mm ( mmm) . >(y:^'jym 

^mm ( I mmmm) m(^Mmmm:i 



(72)^iBj# ma m. 

m^mEMi^^mm 3-4-3 -407 



(72)^M ^11 fiU 
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Abstract: 
JP 9188625 A 



Medicinal compositions comprise propiophenone derivatives of fomiula (I) or their salts. X = O, S or 
methylene; OY = optionally protected OH; Z = beta -D-glucopyranosyl, 4-0-( alpha -D-glucopyranosyl)- 
beta -D-glucopyranosyl, or their derivatives having one or more acylated OH group. 

USE - The compositions are used as hypoglycaemic compositions and for the prevention and treatment of 
diabetes. 
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